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NEW MATERIALThe compound of formula I 
(m and n are 0 or natural number R<0> Is 
protecting group of phosphate group; R<1> is 
bivalent hydrocarbon residue; R<2> is amino- 
protacting group; COR<4> Is protecting group 
of 3'-termlnal hydroxyl group of nucleotide; B' 
Is base constituting nucleotide, etc.). 
USE:lntermediate for preparation of resin for 



affinity probe, etc PROCESSrThe compound 
of formula I can be prepared e.g. by reacting 
the compound of formula II (R<3> is protecting 
group of the 3'-terminal hydroxyl group of 
nucleotide) with the compound of formula III in 
the presence of a condensation agent (e.g. 
tosyl chloride), thereby forming a phosphate 
bond by the dehydrative condensation of the 
3'-termlnal phosphate group of the compound 
of formula Irwrth the S'-termlnal hydroxyl group 
of the compound of formula III. 



o r o r 

I-e V 4 i-n K 



O WO 
H0s(J-O-P-Os)J-OCO«« 



BEST AVAILABLE COPY 

http://v3,esp8cenetxorn/textdoc?DB=EPODOC8JDX^PD^^^ 2006/08/21 



© B^EBttfftr CJP) <fl> I* ffl W ft W! 

© ^ HI *S 4* *fi ca) ^59—93099 

®Int. CI.' WLSHK^ ffrtM« ©ftH BSffl59*Cl984) 5 R29H 

C 07 H 21/02 7252— 4C 

21/04 7252-4 C «^Oft 1 

10 H) 



@49 m 8958—204305 

@HJ m BS57<1982) 8 fl 9 B 
©« 9R Ha57-138l36<0»fB 

Kft»i«fflJ|S-g-B8BI*ffll366- 



£ft ifr t>E'W 6 —17—602 

®« 3 A #a± *2* 



w «o • 

L BflfXA * 'J * u-*rf 
2. flW«*«8B 

i. TftCinr *o-c**ei 
o B' o v 

CftjCl,, mlfltf.lltftfftOi/tlHEt 
P, B>tt 2 /ttt*«t*T>*1t**« 

« * ^ ^ fn 3* - *9B***oww*-r* 

Wffffi+it gtt-t*l(,ttl«|--C1i»4-3Tt 



OWHSR 1 JS >) * * T 

3. B° «t *J»- ► * o ci 7 xs.fr fttt JT 

«J««T>* 9 =*" * 9 F »**t*„ 

wit. 

5. B* il* J*- I- — ^ = 7 *- = *-* 

*n«M« I - <*»i«fft* l «fl IC 

7. COB 4 tt«DH 4 39«J» -«-■»■ bftlB#-r* "3 



-1179- 



- 03093(2) 

10* T«S««T*4, WWW*<0*6HS I - «B*ttT* !>, R°tt 'J f «W»«H* 6, 

». TftCI)Tm3<v41t#*Wfl 3 t*tLrt w*r Kto 3' -*« 'J T *» , 

iO£ t T*Cll)T3S«*V*ft**4 COR*tt i^* *- P« 3- - 

TSC CIV] T*sn«* 9 i-** KftWft *>0-C, *«KJ6i;t««9ft(ttOtt4 

o b* o t»49ti J:v>.') 

R^-NH-K 1 -0-P-0-v|J-0-P-0 j— R 3 C8] 10. ffc<&«S CI) t CI'J t«>tt«-fcl«*M«f1ifflT : 

n. a#im*i ► vf»* « g k, > ^ ^ ~ >* 

g F, > ^-y-w^^*=~y I- ? V 

g ttf / ^ti//****** > • ht 
y y (■•oiflfft*t**, « JflMII # W tffl m 10 



8' O B* 



3. Sfl^ttsUiDtW 

« w o »a 

*«*mu — mc, ira* g * * * rm 
j»»rcw-f *. * bit AWtticn^ **i«hu * 

FftfftltlCIN-f *. i C*> 

6^>« h g ^ ^ r * ^ 7 t -( h «*»«*f u 
*t» ftfe+xstoa-ftttft #■ t »v>f ttnt 

<01t*-frflX*« tL<n»« x t ft«4ft«fr *919 
WJttf, AItfi+t#fltU ft 

bfttH * ( K Ha**^< J' i Milin, 281 . 
644 (1H79), a Jfil*** -( X ^ - 7 ol o y : 
H.lar.. 287 , 411 (1980). < ft, '--(3"; 



fiSn/tton/B-y ( N«,l. A«lil Rei.. 
9. 879 (1981)) i nRNA **l^tl— * 

MDMA *H,fttSW#«**V"WDNA* g> 
ft LSX-*» DNA fc*«-*-S«l(C**4*« 
OMA»C4fl««« DNAWfH- i*9 4 -*-) t L-CiW 
JH-t4M( H««l. A*ldi R»i.. 4057(1960)) 

* g *■ <dT)-* ~ «* - Art * 9 CI - *" * rtl 
■^iJ*fc*9t3' -*ftKrfg (A)t*t/ 
RNA*#«I-f &t^»»Cm«l J- Blo.b — .. 
81 . 941 (197TJ ) i ft*. 

to* ««o*«^*«#**wrt, ft 

i** * ft fe-f * » T* A. 

« «« * » W t is «tt * * n a *« 

t u-c«*«* g * ^ r«3#iat*««-3 

t + nBlfifcWMUtlft*, #iC7?-( = y'f 



-1180- 



D * x ? F*JtUU U*. 

?^»*>/>H ~/fl«l» ( Al-eb. Bto.h.m. 
Blaphr*. , _1S£. 5S1U974K J. Bla.han., 
03. 783 (1978). «J H IS 0 2 - 26 7 8 5 *K 14 5 3 - 
10139S4K n S3-1332S3*§ *■ XCfW 55- 

-/( Pn.. Nail. 8« I . USA, TS_. 11833 - 

«637 (i«8in iejnm>K-cv»** V * * * 
«_w__g_g__g 

«Tg 

AU-CftA^-yrfji^ujry F0«H*k tote 



TMSH353- 93099(3) 

0 EC O 

R a -tMi-a'-o-p-o^J-o-p-o-J— B a C13 

OR 0 «» " 



O a O B 



tt 2 n « * ftrt fl-tt «<o n ie* * a* -c * o , 

B 2 »±T i S «»«li«iT« B, 8 tf * * * 

II. ■HibdB-Ti«tc-cWv>|, 3 

am 

* t -COOH, *^*Kx(*«e 



H "tiie-c **< «te* 

B* 

new* [113-05*4 <>»t*a. J_ « 4 

StOlt|»lflShtV»4iOt*9t, 

UTeo«tan^n < r»4. 



-1181- 



•cut, t^ntttitti. i*n i ?4i*€f*c 

» *■ l tf a tt-tft-tft o*Jttte««(t»n+. 
ass it* ft -en m * jfctt no??^'/* 

f t**«*tln*tilCi4*OT44 ( wen 



RnQ59- 33099(4) 

**„ 

«»«o R-rt m— en < -Ft , 

t * A.«-r * =:« cr> at M < *tt & |fc« Kffc * & 
«*,*KK*«!~ai«iK»)T*ti'^,i;»4. 

*R 2 HU S' _kDT i ✓ SA«RC 

t*.*„ t i ✓ «n««4tt4l* *4BW 

h: t ie « «>• h m k ft rt .» « « * «o Mt * o n « se 
itt4tc*'«iUK WJunoiA^ib-rfttf, 

R 2 £ I, h = V " 7 3-~*,*.»,7 x.^* 

* ( NPB ) tfttth I/ 7A,t n7**-** (TFA> 

K con-* tt A * <r> * i; =r * * w**- p«kcr 



ffiosaw^. «,ft**a**-<--r-**-pifl* 

•) Ch.m. R.,._77, 183 (1977) 



82. 297 (V975) 
b) J. Am. Ch.m. 8»a. 98, 8514 (1978) 
Ho.]. Aeld« 1135 (1977) 

* ' ' JL • (1977) 

» * _5_ . 1285 U979) 

» * ' _8_ , 8491 (19801 



* ' 1979 , S63S 

-owmi u^ftrt. Hfftioss; Ci)-c^3ft 



4«fr*n» 3 ti«*utot, *crjr*-s 

4. 

Jft, t4t>t-4«n*i««**-c**t4tiii 
( *«Att« ) . 

4, 

e 4MAJtT*9t, j*7t fry ^^a-jk^ri 



—1182- 



cob* a » « * v ^ * * w**- f Kis^b*i. 
tLttt2*s«\|vt1i:Kit«l^iili. ttKK 



Nuelala Acid. HiKiroh B_, 5491 (19801 
Nuelalc Acid* Rmirit£, 6507(1980) 
Naalala Aalda Baaaarafa Symositom Boris* 
7 , 281 (1980) 

mot, «**cr}**«-*i»,«»tt, taw 

n o' (B 5 i**f*<ti,-i:«*ic 
t<r>-C* b ( Ci). 

O ► V T*-JS*«fH^b#V&. St 5 ©* 

flin«o«t««-ivto#A4(nUtt£n & vie 



Rfflaa53- 93099(B) 

tUi *^*t»t jr/!) t\ * * * t> * «» v 

P -± tttX V V T / 1) F1»*«* & . 

*ft» 1t«* ClJtt, Ti ✓ T** vxT*- = 
- * <NH 2 -R»-OH ) © T * S * * R 8 ^ 4 

* v >. 7 a. a - c 2 - c ia «tn*itB«ft 

<tin» [DntDttJ:, ttfci<o* 'J * * ? * 
Pit HttkK.9L-3X b«tt1«tt«tttK: 

*■ Pit Bltlit I.X Hi*T*K, *J«7T 

aau b««» Lit taw n met ( re* 

Tarahadran Latlara 1070 . 3685(1979) 
Nat lata Aa I d I EU a a ar an. _8_, 5473(1960) 

* v P • Jt » w* f- r«*JSJ (A,* 1977«K 

r«**wit^j ( -fK^raA 1979 * ) . r«*j 

( 107B* K Talrahadran, 34 ■ 

3143 (197BK ««*K-ft* ,JU. . 723(1978) 

t!l>1t*OW« ,_33_, 586(11179) *ffct«fH 

t4ti*tll i. 

*»j * * ? vjt-r pmmi* i <t4ri» ci?3 ) 
-tiftnoic fi-* tan t cr 3 1 * w-ers -»t & c t k. x 
9 «»« c t i*»-ci 4. 

W#oi«*tt, Ftc«-^tifc** 
CI' 3 « 6' - XMAdld t it#«9 CI3 « 3' -*» 

/ ft i/vx** = *? o ij > ^ y- u- ^ 



-1183- 



* a 



»' -4 >- •/ <f /ME T *■ = >- 

DMTr j>> h+fH *-J* 

CB '/T/xf* 

m a . 



4 J. r* 

CHg-NHCOCHjOilg- 



»-7f/->t»/-*1.17| (10m (BO 1 )* «? 

IT X { IS ml) KttJff U,H7**» T * *- 
+ + » 1.80ml (14.4 ■> mo I) * JraA, fill 



WB53- 93099(6) 
■c-asistfTa 9. S1C«T*, COSRtl 
*b» »(tfci-T*K:*HL., #t) IHttlDt 

■««rff49. a*K*-T*fcttl*.-C»« 
L»t«K -«v ) »ySr fl |i4.-C«9A1t«*it.i:K:r 

»#«A»Mfc*U» C*€D i I- » T*y* 
-6 - r</-v+*>'-*'J * « * . 

i> * * L'** P ((gj) 800m, ( U.71™ do I ) * If "J 

'jsxrnKt giiiiicu cniejj*- h ^ >» o 7 

* * A. iti J* * o t> (. »; T / V r ( I .On mo 1 in 'J 
**t*v ( 6.0 mU»**D(I*.-t 2 B*0flttlti**» 
KC^TIKAttOOl 300m, (1 .4 n m«l) X 1 - 
> ^ * - -f < //-*llS«f (1.4» 

* v *i«!;i-c»w» >■ » r/ g p**-* 
Lit*, *, O.iM » h 9 J*** 



— f*'/Hf*Tfy/i'/flii 
*M *•* a «iE*wtt«*««:tt«B-t<o t 

t ilC-f * ] 300m, 

(l>,33»lMllHy/D^/-*.it /f l,y 

< 16! 96) 10 n IT 3@<*i»lft, *<fc£ 

i8o»« (o.i««.i)« * v Vfwmcrtaieu # 



fit**, if « -;yioi»iT3iaft#i, 

tttttt f»l» B l]«4»/t*7W If IJ 4»Vft » 

-kf-A-itC-CftKU tnt * D f-c«» l-c 

PJ< t>«L-C, 1t»*iCC0 o=ia5* A*. 

tfCKv <t*W0») lis™, (3.48Amol) 

0»J'JK, ftAteWIJ 60»r (0.04 ■■•!)* MJ 

»}-*7^"tf'i(>y-*i 1 : s: i , (vM) 

»« 3 nl T»«IR'/7/*f*ft) t-^tft-fr 

A- * - A- - h » h 9 T ✓ » P 50m, |0.2mn«l)fr 
IV e\>*;si »i tai^-cso^nilRic ( ««r) 
4*. Kt6»»T« r ««««ri?V * / 



-1184- 



9 7 f --CTf * ojt. -t«jtK»tc««»«»* fir 
« F««ffr««^*. tsbt., it*«CiSiB 

mg * 0 . 5 H T > ?>r*-/T = '^>- - *f» i> f 
- 2 - jt> ^ * 7 >■ P + v > «f >n i ?* + *i'-3k 

( 9 : i ) »«20o*i fcaoju ft ft**, 

H*-C2*?»#IWK &SG«fc, fl7^<-7 
* ( 2.5 ml) fcflnjt-t «S)U. 6CTC T ttkfl^ 
SI6RT*, FjflOv l<»**«»Hft, * fc 

I9»ie*t*bi-f *t!»atfi4 5, *** 

**«*77J' *0 - SO I *1 .6X 120cm , 
JSlBStt 0.06 M<T> «Mfl* h "J if*7^<-9 

^b-r-:-c«tf *fir**u>t. c«t*«it*'i» 
o*77rs | #*««itt''#-f tiff, *j#m 

\ * 9-7 4 - \ ji-Bondipih OBI T« 
JKttftS -ft. +ft*iU3 



WHH3 59- 3309!) (7) 

S~OII9frX(|C«7~lHRn!Ut, e.ti(,<OIS 

ft 4>*«<sn»>J'« 

_tC«»4l«l -7 B r ,m , 



W 1 « 





® 


CD 




<0 


CD 






R 1 


J 1 








IO+q 




1 


Jt 1 


2 




TFA 


— wz 

AA 


12 


ST 

AAAAAAAAAAAAA 


14 


*2 

AAA AA AAA AAA A AAA 


2 


T 


2 


TT 


12 


TTTTTTTTTTTTT 


14 


TTTTTTTTTTTTT TT 


3 


A 


2 


AA 


9 


AAAAAAAAAA 


11 


AAA AAA AAA AAA 


4 


T 


1 




TT 


11 


OCGAAOCTTCCC 


13 


TTCOOAAOCTTCCC 


6 


T 


Z 


TT 


12 


TTTTTTTTTTTTT 


14 


TTTTTTTTTTTTT TT 


0 


a 




oa 


14 


OA AGCTTTC ACUTA A 


16 


OCOAAOCTTTCACOTAA 


7 


0 


2 


oc 


14 


OTCOACTAACCCAOT 


16 


C-IOTCCACTAACGCAOT 


m 


*i it#<*(f>*#iK-r*«aicttiflv>«j9v^*i»», dktc t (a 1 ,R 2 )o**.#*»-tf*iTK 

(-C Z H 4 -^P8)C79« 
<-c 6 h,2-.nps)C72« 

(-Cgl^o-.TFA) CS8*3 

*a i**fti<Hri, a. ctwLt***", Niga 7 ft 1,-c itttf i « -c » 

A « A B « -N 6 --*X/-(^Tr»f 

C - c"* <= N 8 - -« y I"/ y 
o = o ,Bn = (/ - « v y^-rr-^ 



-1185- 



93039(8) 



4. Hffloffl** SIS 

-r - i- T* *. 

o -r h <f 9 7 -( -ICfrtt Jfe fc 6 OfllU'^ - y-C 

<»4, 6 t J: U- 8 UdtHt^H* tin ( se**l - u 



% I SI 



HO^J-o-P-o)— n* o 

L : fe I 



R— mh-r'-oh 



o/J-o- P - O^l- OCO -R* 

<!*> * 
I-"" 

B" 0 B' 
0 ^J-O - P - 0 OCOR* 



R 1 - NH - R'-O- O ^j-O-P-O^-R' 
OR 0 OR 0 



171 O BT O Bf 

R*~ NH— R 1 — 0 -P— 0</J— O — P — 0<JJ— OCO-R* 
OR* OR* •»«" 



-1186- 



ajrosa- 33099(e) 




-1187- 



8118359- 93099(10) 

&6BI 




-1188- 



